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AMENDMENTS TO THE CLAIMS 

Please amend the claims without prejudice, without admission, without surrender of 
subject matter, and without any intention of creating any estoppel as to equivalents, as follows 



Claim 1 (previously presented) 

1 . A compound of general formula (Ic), or a stereoisomer, optical isomer, pharmaceuti cully 
acceptable salt, or pharmaceutical^ acceptable solvate thereof 




R 6 

(Ic) 

wherein 

Ri is phenyl, which is unsubstituted or substituted by 1, 2, or 3 identical or different substituents 
selected from: halogen, C r C 4 -alkyl, C r C 4 -alkoxy, nitro, NR^Rio, SR n , trifluoromethyl, 
hydroxy], cyano, carboxy, C r C 4 -alkoxycarbonyl and -C,-C 4 -alkylenehydroxyl, or h a 
heterocycle, which is a saturated, partially unsaturated or aromatic ring containing 5 or 6 ring 
atoms of which 1, 2 or 3 are identical or different heteroatoms selected from: nitrogen, oxygen, 
sulfur, and phosphorus, and where the heterocycle is unsubstituted or substituted by 1, 2, or 3 
identical or different substituents selected from: halogen, Ci-G^-alkyl, C r C 4 -alkoxy, nitro, 
NRi)R|(>, SRn, trifluoromethyl, hydroxyh cyano, carboxy, -C,-C 4 alkoxycarbonyl and -CrC 4 - 
alkylenehydroxyl ; 



R 2 is hydrogen, Ci-C 6 -alkyl, phenyl, which is unsubstituted or substituted by 1, 2, or 3 identical 
or different substituents selected from: halogen, C r C 4 -alkyl, C r C 4 -alkoxy, nitro, NR9R10, SRn, 
trifluoromethyl, hydroxyl, cyano, carboxy, C|-C 4 -alkoxycarbonyl and -CrC 4 -alkylenehydroKyl, 
ORjj, halogen, cyano, nitro, NR9R10 or SR n ; 
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R :> , R4 and R 5 are each independently selected from: hydrogen, C r C 4 .alkyl, halogen, OR u , C|- 
C 4 .alkylcarbonyloxy, NRgR^SCM^R^ carboxy], cyano and nitro; 

Z is O or S; 

A is a 5- or 6- membered ring; wherein: 

(I) the 5-membered ring is saturated or unsaturated and represented by any one of the general 
structures (i) to (v); 




(i) («i) (iii) (iv) (v) 

wherein X| and X? are each independently selected from: a carbon atom and a heteroatom 
selected from: oxygen, sulfur, and nitrogen, provided that at least one of Xj and X 2 h a 
heteroatom, and when Xi or X 2 is a nitrogen atom, it is at least monosubstituted by R13, wherein 
R13 is selected from: hydrogen, unsubstituted C|-C 6 -alkyl, or C|-C 6 -alkyl substituted by halogen, 
hydroxy! or carboxyl, C 2 -C 6 -alkenyl, hydroxyl, C r C 6 -aikoxy, C r C 4 -alkyl carbon yl, 
toluenesulfonyl, cyano. SO 2 R l0 , -CO(CH 2 ) m R, 4 and phenyl, which is unsubstituted or 
substituted by 1, 2, or 3 identical or different substituents selected from: halogen, C r C 4 -alk/l, 
Cj-Cralkoxy, nitro, NR 9 Rj 0l SR| {< tritluoromethyl, hydroxyl, cyano, carboxy, C|-C 4 - 
alkoxycarbonyl and -C|-Cj-aIkylenehydroxyI; and 

R 6 is -Ci-Ci.alkyleneORn. 

(11) the 6-membercd ring is saturated and of the general structure (vi): 
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wherein is an oxygen atom, a sulfur atom, or a nitrogen atom, and when X3 is nitrogen atom, 
it is at least monosubstituted by R13. wherein R13 is selected from: hydrogen, unsubstituted Cj- 
CValkyf or C|-C6-alkyl substituted by halogen, hydroxy!, or carboxyl, C2-C 6 -alkenyl : , hydroxy!, 
Ci-Ce-alkoxy, Ci-C4-alkyl carbon yl, toluenesulfonyl, cyano, SO2R10 > -CO(CH2) m Ri4 and phenyl, 
which is unsubstituted or substituted by 1, 2, or 3 identical or different substituents selected 
from: halogen, Ci-C 4 -alkyl, d-CValkoxy, nitro, NRyRj 0 , SRn. trifluoromethyl, hydroxy!, cyaao, 
carboxy, Cj-C4-aIkoxycarbonyl and -Ci-C4-alkylenehydroxyl; 

R 6 is-Ci-C 4 ,alkyIeneORii ; 

Ryand Rio are each independently selected from: hydrogen, C|-C4.alkyl, Ci-C 4 .alkanoyl, Ci-C. 
alkoxycarbonyl, CrC 4 .alkylcarbonyl, carboxamide and sulfonamide; 

R {1 is hydrogen, C 1 -CValkyl, Ci-C4-alkanoyl, or Ci-C 4 -alkoxycarbonyl; 

R] 4 is hydrogen^ C|-C4-alkyl ? hydroxy], - NR9R10, halogen, -SH, or-S-Cj-C 4 -alkyl; and 
m is an integer of 0 to 6. 

Claim 2 (previously presented) 

2. A compound of the general formula (Id), or a stereoisomer, optical isomer, 
pharmaceutical^ acceptable salt, or pharmaceutical ly acceptable solvate thereof 
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(Id) 



wherein 

R, is phenyl, which is unsubstituted or substituted by 1, 2, or 3 identical or different substituents 
selected from: halogen, C,-C 4 -alkyl, Crd-alkoxy, nitro, NR9R10, SRn, trifluoromethyl, 
hydroxy!, cyano, carboxy, C r C 4 aikoxycarbonyl and -Ci-C 4 -alkylenehydroxyl, or is a 
heteroeycle, which is a saturated, partially unsaturated or aromatic ring containing 5 or 6 ring 
atoms of which 1, 2 or 3 are identical or different heteroatoms selected from: nitrogen, oxygen, 
sultur, and phosphorus, and where the heterocycle is unsubstituted or substituted by 1, 2, or 3 
identical or different substituents selected from: halogen, C|-C 4 -alkyl, C|-C 4 -alkoxy, nkro, 
NRqRjo, SRn, trifluoromethyl, hydroxyl, cyano, carboxy, Ci-C 4 alkoxycarbonyi and -d-C 4 - 
alkylenehydroxyl; 

R 2 is hydrogen, C r C 6 -alkyL phenyl, which is unsubstituted or substituted by 1, 2, or 3 identical 
or different substituents selected from; halogen, C r C 4 -alkyl, C r C 4 -a!koxy, nitro, NR 9 Rio, SRn. 
trifluoromethyl, hydroxyl, cyano, carboxy, C r C 4 -alkoxycarbonyl and -C r C 4 -alkylenehydroxyl, 
ORn. halogen, cyano, nitro, NR9R10 or SRn; 

R 5; R4 and R 5 are each independently selected from: hydrogen, Cj-C 4 .alkyl, C r C 4 -alkoxyL 
halogen, OR M , CrC 4 .alkylcarbonyloxy ? NR<>Rio, SO2NR9R10, carboxy, cyano and nitro; 

A is a 5- or 6- membered ring; wherein: 

(1) the 5-membered ring is saturated or unsaturated and represented by any one of the general 
structures (i) to (iv); 
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(i) (ii) Ov) 



wherein X> is either a carbon atom or a heteroatom selected from: oxygen, sulfur, and nitrogen, 
except that in structures (ii) and (iv) Xi is either a carbon atom or a nitrogen atom, and wherein 
R 13 is selected from: hydrogen, unsubstituted CrC 6 -alkyl, or C r C 6 -alkyl substituted by halogen, 
hydroxyl or carboxyl, C 2 -C 6 -alkenyl, hydroxy!, Ci-Q-alkoxy, C r C 4 -alkylcarbonyl, 
toluenesulfonyl , cyano, SCbRio and -CO(CH 2 )mRi 4 . phenyl, which is unsubstituted or 
substituted by 1, 2, or 3 identical or different substituents selected from: halogen, C r C 4 -alkyl, 
C r C 4 -alkoxy, nitro, NR^Rm, SR n , trifluoromethyl, hydroxyl, cyano, carboxy, Ci-C 4 - 
alkoxycarbonyl and -C r C 4 -alkyleneriydroxyl; 

R 6 is -CrC 4 .alkyleneOR n ; 

(11) the 6-membered ring is saturated and represented by the general structure (vi): 




(vi) 



wherein R 13 is selected from: hydrogen, unsubstituted Ci-C 6 -alkyl, or Ci-Ce-alkyI substituted by 
halogen, hydroxy!, or carboxyl, C 2 -C 6 -alkenyl, hydroxyl, d-C 6 -alkoxy, C r C 4 -alkylcarbonyl, 
toluenesulfonyl, cyano, SO.Rio , -CO(CH 2 )mR|4, and phenyl, which is unsubstituted or 
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substituted by 1, 2, or 3 identical or different substituents selected from: halogen, Crd-alkyl, 
C,-C 4 -alkoxy, nitro, NR9R10, SRn, trifluoromethyU hydroxyl, cyano, carboxy, C r C 4 - 
alkoxycarbonyl and -C r C 4 -alkylenehydroxyl: 

R 6 is -C r C 4 -alkyIeneOR|i ; 

R 9 and R, 0 are each independently selected from: hydrogen, d-d-alky], C r C 4 .alkanoyl, d-d- 
alkoxycarbonyl, Ci-C 4 .alkylcarbonyl, carboxamide and sulfonamide; 

R,i is hydrogen, C r C 4 -alkyK d-Q-alkanoyl, or C,-C 4 -alkoxycarbonyl; 

R, 4 is hydrogen. d-d-alkyl, hydroxyl, -NR*R 10. halogen, -SH, or-S-d-d-alkyl; and 

m is an integer of 0 to 6 . 

Claim 3 (previously presented) 

3. A compound of the general formula (le), or a stereoisomer, optical isomer, 
pharmaceutical^ acceptable salt, or pharmaceutical^ acceptable solvate thereof 




R 6 ' 

(le) 

wherein 

Ri is phenyl, which is unsubstituted or substituted by 1, 2, or 3 identical or different substituents 
selected from: halogen, C|-C 4 -alkyl, C)-C 4 -alkoxy, nitro, NRoRio, SR iL trifluoromethyl, 
hydroxyl, cyano 7 carboxy, C,-C 4 -alkoxycarbonyl and -d-d-alkylenehydroxyk or is a 



-7- 003-1965 
PACE 8/37 * RCVD AT 2/10/2006 1 1 :32:12 AM [Eastern Standard Time] * SVR:USPTO-EFXRF-6/27 ■ DNIS:2738300 ■ CSID:212 588 0500 » DURATION (mm-ss): 12-32 



02/10/2006 11:27 FAX 212 588 0500 



FROMMER LAWRENCE 



©009/037 



Confirm. No. 4 710 
516745-20( 1.1 

heterocyclic, which is a saturated, partially unsaturated or aromatic ring containing 6 ring atoms 
of which 1, 2 or 3 are identical or different heteroatoms selected from: nitrogen, oxygen and 
sulfur, and where the heterocycle is unsubstituted or substituted by 1, 2, or 3 identical or 
different substituents selected from: halogen, C|-C 4 -alkyl, CrC 4 -alkoxy, nitro, NR9R10, SRn, 
trifluoromethyl, hydroxy!, cyano, carboxy, C r C 4 alkoxycarbonyl and -C|-C 4 -alkylenehydroxyl; 

R? and R4 are hydrogen; 

R 3 and R 5 are each independently selected from: hydroxy!, Ci-C 4 .alkoxyl and C r C 4 - 
alkylcarbonyloxy; 

A is a 5- or 6- numbered ring; wherein: 

(1) the 5-membered ring is saturated or unsaturated and represented by any one of the general 
structures (i) to (iv); 




(i) (ii) (iii) (iv) 



wherein X| is either a carbon atom or a heteroatom selected from: oxygen, sulfur, and nitrogen, 
except that in structures (ii) and (iv) Xi is either a carbon atom or a nitrogen atom, and wherein 
Ru is selected from: hydrogen, unsubstituted C r C 6 -a}kyl, or C r C 6 -alkyl substituted by halogen, 
hydroxy!, or carboxyl, C 2 -C 6 -alkenyI, hydroxy], C r C 6 -alkoxy, C r C 4 -alkylcarbonyl, 
toluenesulfonyl, cyano, S0 2 Rio, -CO(CH 2 ) m Ri4 and phenyl, which is unsubstituted or substituted 
by 1, 2, or 3 identical or different substituents selected from: halogen, Ci-C 4 -alkyl, Ci-C 4 -alk6xy, 
nitro, NRgRio, SRn, trifluoromethyl, hydroxy!, cyano, carboxy, C|-C 4 -alkoxycarbonyl and -C r 
C 4 -aIkylenehydroxyl; 
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R 6 is -C r C4-alkyleneOR|i ; 



CO 



the 6-membered ring is saturated and of the general structure (vi): 



6 



5 




R 



'13 



(Vi) 



wherein R, 3 is selected from: hydrogen, unsubstituted C r C 6 -alkyl 5 or d-C 6 -alky! substituted by 
halogen, hydroxy!, or carboxyl, C 2 -C 6 -alkenyL hydroxy], C r C 6 -alkoxy, C r GralkylcarbonyL 
toluenesulfonyl, cyano, SCbRio ,-CO(CH 2 ) m Ri 4 . and phenyl, which is unsubstituted or 
substituted by I, 2, or 3 identical or different substituents selected from: halogen, Ci-CValkyl, 
CrC 4 -alkoxV; nitro, NR 9 Ri 0 , SRn, trifluoromethyl, hydroxyl, cyano, carboxy, C r CV 
alkoxycarbonyl and -Ci-C 4 -alkylenehydroxyl; 

R 6 is -C|-G|.alky]eneORu ; 

Rn and Rioare each independently selected from: hydrogen, C]-C 4 _alkyl, C r C 4 -alkanoyl, CrC 4 . 
alkoxycarbonyl, Ci-C 4 .aIkyIcarbonyl, carboxamide and sulfonamide; 

Ri i is hydrogen, CrC 4 -alkyI, Ci-C 4 -alkanoyl, or Ci-C 4 -alkoxycarbonyl; 

R ]4 is hydrogen C r C 4 -alkyl, hydroxyl, - NR^Rjo, halogen, -SH, or-S- Ct-C 4 .alkyl; and 
m is an integer of 0 to 6. 

Claim 4 (previously presented) 

4. A compound of the general formula (If), or a stereoisomer, optical isomer, 
pharmaceutical ly acceptable salt, or pharmaceutical^ acceptable solvate thereof 
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wherein 

Ri is phenyl which is unsubstituted or substituted by 1, 2, or 3 identical or different substituents 
selected from: halogen, C r C 4 -aIkyl, C|-C 4 -alkoxy, nitro, NR 9 R, 0j SR M , trifluoromethyl, 
hydroxyl, cyano, carboxy, C|-C 4 alkoxycarbonyl and -C r C 4 -alkylenehydroxyl, or is a 
heterocycle, which is a saturated, partially unsaturated or aromatic ring containing 6 ring atoms 
of which 1, 2 or 3 are identical or different heteroatoms selected from: nitrogen, oxygen and 
sulfur, and where the heterocycle is unsubstituted or substituted by 1, 2, or 3 identical or 
different substituents selected from: halogen, C|-C 4 -alky], C r C 4 -alkoxy, nitro, NR 9 R| 0 , SR n> 
trifluoromethyl, hydroxyl, cyano, carboxy, C r C 4 alkoxycarbonyl and -C|-C 4 -alkylenehydroxyl: 

R 2 and R4 are hydrogen; 

Ry and R 5 are each independently selected from: hydroxyl, C|-C 4 _alkoxyl and C|-C 4 - 
alkylcarbonyloxy; 

Ro is -C]~C 4 -alky!eneORu; 

Roand R l0 are each independently selected from: hydrogen, C r C 4 .alkyK C,-C 4 .alkanoyl, C r C 4 . 
alkoxycarbonyl, C r C 4 .alkylcarbonyl, carboxamide and sulfonamide; 

Ru is hydrogen, C,-C 4 ~alkyl, C,-C 4 -alkanoyL or C,-Gralkoxycarbonyl; and 
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Ri3 is hydrogen or CrO-alkyl. 
Claim 5 (withdrawn) 

5. A compound of the general formula (Ig), or a stereoisomer, optical isomer, 
pharmaceutically acceptable salt, or pharmaceutically acceptable solvate thereof 



wherein 

Ri is phenyl, which is unsubstituted or substituted by 1 , 2, or 3 identical or different suhstituerits 
selected from: halogen, Cj-Gj-alkyl, Cj^-alkoxy, nitro, NR9RK), SRn. trifluoromethyl, 
hydroxy!, cyzmo, carboxy, Ci-C4alkoxycarbonyI and -CrC4-alkylenehydroxyl, or is a 
heterocycle, which is a saturated, partially unsaturated or aromatic ring containing 5 or 6 ring 
atoms of which 1, 2 or 3 are identical or different hcteroatoms selected from: nitrogen, oxygen, 
sulfur and phosphorus, and where the heterocycle is unsubstituted or substituted by 1, 2. or 3 
identical or different substituents selected from: halogen, C]-C 4 -alkyl, d-C4-alkoxy, nitro, 
NR9R10, SRji, trifluoromethyl, hydroxyl, cyano, carboxy, C|-C 4 alkoxycarbonyl and -C1-C4- 
alkylenehydroxyl; 

R 2 is hydrogen, Ci-Q-alkyU phenyl, which is unsubstituted or substituted by 1, 2, or 3 identical 
or different substituents selected from: halogen, Ci-C4-alkyI, C]-C 4 -alkoxy, nitro, NRqRjo, SRn. 
tritluoromethyK hydroxyl, cyano, carboxy, C|-C 4 alkoxycarbonyl and -C]-C 4 -alkylenehydrox}i, 
ORiu halogen, cyano, nitro, NR9R10 or SRn; 
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R-u R4 and R5 are each independently selected from: hydrogen, Ci-C 4 .alkyl, Ci-C 4 -alkoxyi, 
halogen. ORn, Cj-C 4 _alkylcarbonyloxy, NR 9 Rj 0 , SCMMRyRjo. carboxyl, cyano and nitro; 

ZisOor S; 

A is a 5-membered saturated ring represented by any one of the general structures (i) to (v); 




(i) (ii) (iii) (iv) (v) 



wherein Xj and X2 independently represent a carbon atom and a nitrogen atom provided that at 
least one of Xi and X 2 is a nitrogen atom and wherein the nitrogen atom is at least 
monosubstituted by R J3t wherein R13 is selected from: hydrogen, unsubstituted Ci-Ca-alkyl, or 
Cj-Ca-alkyl substituted by halogen, hydroxy I, or carboxyl, C2-C6-alkeny], hydroxy^ C|-CV 
alkoxy, C|-C 4 -alkylcarbonyl, toluenesulfonyl, SO2R10. -CO(CH2) m R]4, cyano, phenyl, which is 
unsubstituted or substituted by I, 2, or 3 identical or different substituents selected from: 
halogen, C|-C 4 -alkyl, C[-C 4 -alkoxy, nitro, NRqRio, SR J]j trifluoromethyl, hydroxy!, cyano, 
carboxy, CrC 4 -alkoxycarbonyl and -Cj-C 4 -alkylenehydroxyl; 

R 6 is Ci-C 4 .alkyl, -Ci-C 4 .alkanoyl, hydroxy!, C r C 4 ,alkoxyl, -C|-C 4 -alkoxycarbonyI, -C r C 4 . 
alkyleneORn, -C r C 4 .alkylenehalo, -C r C 4 .alky]eneNR<>R 10> .C)-C 4 -alkyleneC(0)OR 9 , phenoxy, 
-NR,>R 1{K SRi2 , S(0) n R, 2 .-C(0)R|2 or-C(S)R i2 ; 

Ro and Rjoare each independently selected from: hydrogen, C|-C 4 _alkyl, Ci-C^alkanoyl, Ci-C 4 - 
alkoxycarbonyl, Ct-C 4 -alkyicarbonyl, carboxamide and sulfonamide; 
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R,j is hydrogen, C|-C 4 -alkyl, C|-C4-alkanoyl, or C]-C 4 -alkoxycarbonyl; 
R12 is hydrogen, halogen, Cj-C 4 -alkyl, -NR9R10. or ORy ; 

Ri 4 is hydrogen. C r C 4 -alkyl, hydroxyl, -NR«>R !0 . halogen, -SH, or-S- Ci-C 4 -alkyl; 
m is an integer of 0 to 6; and 
n is an integer of 1 or 2. 
Claim 6 (cancelled). 
Claim 7 (withdrawn) 

7. A compound of general formula (Ih), or a stereoisomer, optical isomer, pharmaceutical^ 
acceptable salt, or pharmaceutical^ acceptable solvate thereof 




* 6 

(lh) 

wherein 

Rj is phenyl, which is unsubstitutcd or substituted by 1, 2, or 3 identical or different substituents 
selected from: halogen, Cj-Ca-alkyl, Ci-Q-alkoxy, nitro, NR9R10, SR Mt trifluoromethyl, 
hydroxy!, cyano, carboxy, Ci-C 4 alkoxycarbonyl and -CrC 4 -alkyIenehydroxyl, or is a 
heterocycle, which is a saturated, partially unsaturated or aromatic ring containing 6 ring atoms 
of which 1 , 2 or 3 are identical or different heteroatoms selected from: nitrogen, oxygen and 
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sulfur, and where the heterocycle is unsubstituted or substituted by 1, 2, or 3 identical or 
different substituents selected from: halogen, Ci-C 4 -alkyl, Cj-C 4 -alkoxy, nitro, NR9R10, SP| 1t 
trifluoromethyl, hydroxyl. cyano, carboxy. Ci-C 4 alkoxycarbonyl and -C|-C 4 -alkylenehydroxyl; 

R 2 and R4 are hydrogen; 

R3 and Rfi are each independently selected from: hydroxyl, C|-C 4 -alkoxyl and C1-C4- 
alkylcarbonyloxy; 

A is a 5-membered saturated ring represented by any one of the general structures (i) to (v); 




wherein Xj and X 2 independently represent a carbon atom and a nitrogen atom, provided that at 
least one of Xj and X 2 is a nitrogen atom and wherein the nitrogen atom is at least 
monosubstituted by R13. wherein R )3 is selected from: hydrogen, unsubstituted Cj-Q-alkyl, or 
C|-C () -aIkyl substituted by halogen, hydroxyl, or carboxyl, Co-Ca-alkenyK hydroxyl, C r C 6 - 
alkoxy, C r C 4 -alkylcarbonyl, toluenesulfonyl, cyano, S0 2 Rio ,-CO(CH 2 ) m R]4 and phenyl, which 
is unsubstituted or substituted by 1, 2, or 3 identical or different substituents selected from: 
halogen, C r C 4 -alkyl ? C(-C 4 -alkoxy ? nitro, NR9R10, SRn, trifluoromethyl, hydroxyl, cyano, 
carboxy. Cj-C 4 alkoxycarbonyl and -C|-C 4 -alkylenehydroxyl; 
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R (> is Cj-Gi.alkyl, -Cj-C^alkanoyL hydroxyl, Cj-C^alkoxyl, -CrQ.alkoxycarbonyl, -C1-C4. 
alkylcneORn, -C r C 4 .alkylenehalo, -Ci-C^alkyleneNRyRjo. -Ci-C 4 -alkyleneC(0)OR9, phenoxy, 
-NR9R10.SR12 , S(0)„Ri,^C(0)R 12 or-C(S) R I2: 

R 9 and R 10 are each independently selected from: hydrogen. Ci-C^alkyl, C|-C4.alkanoyl, C1-C4 
alkoxycarbonyl, Cj-C4.alky!carbonyl, carboxamide and sulfonamide; 

Rii is hydrogen, C|-C 4 -alkyl 5 C } -C 4 -alkanoyl or C|-C4-alkoxycarbonyl; 

R12 is hydrogen, halogen, C|-Gi-alkyI 9 - NR^Rio.or OR9; 

Ri4 is hydrogen. C 1 -Q-alkyK hydroxyl, - NR^Rjo. halogen. -SH, or-S- C]-Gf.alkyl; 
m is an integer of 0 to 6; and 
nisan integer of 1 or 2. 
Claim 3 (withdrawn) 

8. A compound of general formula (li), or a stereoisomer, optical isomer, pharmaceutical^' 
acceptable salt, or pharmaceutical^ acceptable solvate thereof 




(li) 

wherein 
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Ri is phenyl, which is unsubstituted or substituted by 1, 2. or 3 identical or different substituents 
selected from: halogen, CrC 4 -alkyI, C r C 4 -alkoxy, nitro, NR9R10, SR M . trifluoromethyL 
hydroxyl, cyano, carboxy. C r C 4 alkoxycarbonyI and -C|-C 4 -alkylenehydroxyl, or is a 
heterocycle, which is a saturated, partially unsaturated or aromatic ring containing 6 ring atoms 
of which 1, 2 or 3 are identical or different heteroatoms selected from: nitrogen, oxygen and 
sulfur, and where the heterocycle is unsubstituted or substituted by 1, 2, or 3 identical or 
different substituents selected from: halogen, CrC 4 -alkyl, Ci-C 4 -alkoxy, nitro, NR9R10, SRn, 
trifluoromethyL hydroxy), cyano, carboxy, C r C 4 alkoxycarbonyl and -C r C 4 -alkylenehydroxyl; 

R 2 and Ra are hydrogen; 

R 3 and R 5 are each independently selected from: hydroxyl, C|-C 4 -alkoxyl and C r C 4 - 
alkylcarbonyloxy; 

A is a 5-membered saturated ring represented by any one of the general structures (i) to (iv); 




(i) (ii) ("0 Ov) 



wherein Xj is a carbon atom or and wherein R13 is selected from: hydrogen, unsubstituted CpC6- 
alkyL or Ci-C () -alkyl substituted by halogen, hydroxyl, or carboxyl, C 2 -C 6 -alkenyl, hydroxyl, C } - 
C 6 -alkoxy, Ci-CValkylcarbonyl, toluenesulfonyl, cyano., SC^Rio , -CO(CH 2 )mRi4 and phenyl, 
which is unsubstituted or substituted by 1, 2, or 3 identical or different substituents selected 
from: halogen, C r C 4 -alkyl, Ci-C 4 -alkoxy, nitro, NR9R10, SR n , trifluoromethyl, hydroxyl, cyano, 
carboxy, Ci-C 4 -alkoxycarbonyl and -CrC 4 -alkylenehydroxyl; 
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R 6 is C|~C4_alkyL -C } -C 4 .alkanoyl, hydroxy!, C|-C 4 .alkoxyl, -C|-C 4 .aIkoxycarbonyl, -C1-C4- 
alkyleneORn, -CrC 4 -alkylenehalo, -Ci-C4-alkyleneNR 9 R l0 , _-Ci-C4-alkyleneC(0)OR 9 , phenoxy 
-NR 9 Rio ; SR, 2 , S(0)„R,2.-C(0)Ri2 or-C(S)R )2 ; 

R 9 and Rioare each independently selected from: hydrogen, Ci-Gj-alkyl, Ci-C^alkanoyl, C1-C4- 
alkoxycarbonyl, CVC 4 -alkylcarbonyl, carboxamide and sulfonamide; 

Rij is hydrogen, C|-C4-aIkyl, CrC 4 -alkanoyl, or Ci-C 4 -alkoxycarbonyl; 

R f2 is hydrogen, halogen, C|-C4-alkyl, -NR 9 Rjo.or OR 9: 

R14 is hydrogen. C 1 -C 4 -alkyU hydroxyl, -NR9R10. halogen, -SH, or-S- C|-C 4 .alkyl; 
m is an integer of 0 to 6; and 
n is an integer of 1 or 2. 
Claim 9 (original) 

9. A compound as claimed in claim 1 , wherein Rj is phenyl or pyridinyl, substituted by 1 , I 
or 3 identical or different substituents selected from: halogen and nitro, R 2 and R4 are hydrogen 
R 3 and R 5 are hydroxyl, A is a saturated 5-membered ring represented by any one of the general 
structures (i) to (v), wherein X], X 2 , R& and Rj 3 are as defined. 

Claim 10 (original) 

10. A compound as claimed in claim 1, wherein R| is phenyl or pyridinyl, substituted by I , :Z 
or 3 identical or different substituents selected from: halogen and nitro, R 2 and R4 are hydrogen. 
R 3 and R5 are hydroxyl, A is a saturated 5-membered ring represented by any one of the general 
structures (i) to (v), wherein X| is carbon, X 2 is nitrogen, R 6 is -Ci-C4-alkylenehydroxyl, and R t: . 
is C r C 4 -alkyl. 
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Claim 1 1 (currently amended) 

1 ] . A compound of the general formula (Ig) as claimed in claim 5, which is: 

(-K/-)-/; W tf-2-(2-C^ 

ehromen-4-one; 

<^H/rms-2-(2-Chloro-phenyO^ 

chromen-4-one; 

(+)-^tf-2-(2-Chloro^ 

chromen-4-one; 

(-)-//Yms-2~(2-Chloro-pte 

chromen-4-onc; 

(-Hmm-2-(2-Chloro-ph^ 

chromen-4-one; 

(■*-)-// W 25-2-(2-Bromo-phenyl)-8-(2-hydrox>anethyl- 1 -methyl-pyrrolidin-3-yl)-5,7-dimethoxy- 

chromen-4-one; 

<^)-/r^-2-(2-Biwno-pl^^ 

chromen-4-one; 

(^)-/rr//?s-2-(4-Bromoi;>hen^^^^ . 
chromen-4-one; 

(+)-/rm/5-2-(4-Bromo-phenyl^ 

methoxy-chromen-4-one; 

(4-)-rn7/?5-2-(4-Bromo-phenyl)^ 

chromen-4-one; 

(+)-/m>is-2-(3^ 

chromen-4-one; 

(^)-/rm?5-2-(3-Chloro-phenyl)-5-hydroxy-8-(2-hydroxymethyl-l -methyl~pyrrolidin-3-yl)-7- 

methoxy-chromen-4-one; 

(+)-//v//js-2-(3-Chlo^ 

chromen-4-one; 

(+)-/,wtf-8-(2-Hydroxyme^ 

ehrovnen-4-one; 
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(+)-/ra/M-5J-Dihydroxy-8-(2-hydro^ 
chromen-4-one; 

(+)-/raA/j-2-(2-Fluoro-phenyl)-8-(2-hydroxymethyl-l -methyl-pyrro!idin-3-yl)-5,7-dimethoxy- 

chrornen-4-one; 

(+)-rn:m5-2-(2-Fluoro-pi^^ 

ehromen-4-one; 

(^-/ra>tt-2-(3-Fluoro-phenyO 

chromen-4-one; 

(^)-/m^v-2-(3-Fluoro-phcnyl)- 5;7 - dihydroxy -8-(2-hydroxymethy]-l -methyl-pyrrolidin-3-yl)- 

5.7-ditricthoxv- chromen-4-onc; 

(+)-<ra/75-2-(2,6-Diiluoro-ph^ 

dimcthoxy-chromen-4-one; 

(+)-7r<ms>2-(2,6-Difluo^^ 

chromcn-4-one; 

(+/~)-/m«5--4-f8-(2-Hydroxymethyl-l -methyl-pyrrolidin-S-yO'SJ-dirnethoxy^-oxo^H- 
chromen-2-yl]-benzonitrile; 

(-^/^^/;Y//u-4-[5 ) 7-Dihydroxy-8-(2-hydroxyniethy]- 1 -iTiethyl-pyrrolidin-3-y])-4-oxo-4H- 

chromei>2-yl]-benzonitrile; 

(+)-/ra/2j-448-(2-Hydro^ 

2-yI]-benzonitrile; 

(>)-/ra«5-4-[5 J-Dihydroxy-8-(2-hydroxymethyl- 1 -methy]-pyn-olidin-3-yl)-4-oxo-4H-chromen- 

2-yl]-benzonitrile; 

(~/-)-<j Y/ , 75 -$-(2-Hydix^ 

phenyl )-chrornen-4-one; 

(^/-)-/ra^5-5 ? 7-Dihydroxy-8-(2-hydroxymethyl-I -methy]-pyn*oIidin-3-yl)-2-(4-trifluoromethyl- 
phenyI)-chromen-4-one; 

{^)-//r//75-8-(2-HydiTOymethy]-l-methyl-pyrro 
phenyl)-chromen-4-one; 
{+)-r/wz5-5J-Dihydroxy~8-(2^ 
phenyl)-chromen-4-one; 
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(-)-?/wfj-8-(2-Hydro 
phenyI)-chromen-4-one; 

{-yirans-5 ? 7-Dihydroxy-8-(2-hydroxymethyl- 1 -methyl-pyrrolidiiv3-yl)-2-(4-tri[luoromethyl- 

phenyl)-chromen-4-one; 

(+)-/ra/2s-S-(2-Hydroxymethyl-M^ 

one: 

(-f)-/ram'-5,7-Dihydroxy-8-(2-hydroxymethyl- 1 -i"nethyl-pyn'olidin-3-yl)"2-phenyl-chromen-4- 

one; 

(+)-//ri/zs-8-(2-HydTOxymethyI-l -methyl-pyrrolidin-3-yl)-5,7-dimethoxy-2-thiophen-2-yl- 
chromen-4-one; 

(^)-/AWi5-5,7-Dihydroxy-8-(2-hydroxymethy1- 1 -methyl-pyn*oIidin-3-yl)-2-thiophen-2-yl- 

chromen-4-one; 

(+)-/ra/7s-4-[5J-Dihydro^ 

2-yl]-3-methyl-benzonitrile; 

(+)-rm/75--4-[8-(2-H^ 

2-yl]-3-methyl-benzonitrile; 

(4v-)w/Y//rs-2-(2-Bromo-5-metto^ -3-yl}-5,7- 

dimethoxy-chrornen-4-one; 

(^/-)-/ra/7s-2~(2-Bromo-5- 

pyrrolidino-yl)-ehromen-4-one; 

(+)-//r//u-2-(2-Bromo-5-meth^^ 

dimethoxy-chromen-4-one; 

(+)-//r//tf-2-(2-Bromo-5-metto^ 

pyrrolidin-3-yl)-chronien~4-one; 

(+/-)-//r//tf-2-(2-Bromo-^^ 

pynx>lidin-3-yl)-chrornen-4-one; 

(+)-rra//5-2-(2-Bromo-5-hydimy^ 

pyrrol i di n-3 - yl )-chromen-4-one ; 

(H7-)-/ram-2-[(3,S-Bis-trifl^ 

5,7-dimethoxy-chromen-4-one; 



-20- 00341965 
PACE 21/37 » RCVD AT 2/10/2006 11:32:12 AM [Eastern Standard Time] * SVR:USPTO-EFXRF-6/27 " DNIS:2738300 * CSID:212 588 0500 * DURATION (mm-ss): 12-32 



02/10/2006 11:32 FAX 212 588 0500 



FROMMER LAWRENCE 



31022/037 



Confirm. No. 4710 
516745-2001.1 

pyrrolidin-3-yi)-chromen-4-one; 

(+)-/ra/7j-2-(2-Chloro^ 

dimethoxy-chromen-4-one; 

(4>//rw5~2-(2-Chloro-5-methyl-p^ 

p\Trolidin-3-yl)-chromen-4-one; 

(+)-/rtf«s-2-(2-Bix)mo-5-nitro^ 

dimethoxy-chromen-4-one; 

(-W'-)-/ram'-2-(2-Brorrio-5-nitm^ 

dihydroxy-chromen-4-one; 

(+/-)-/ ra /w-2-(2-Chloro-pyrM^ 

dimethoxy-chromen-4~one; 

(+/-)-/r<w.s-2-(2-Chloro^^ 

yl )-chromen-4-one; 

(4-/-)-/m^-2-(2-Bromo-5-nitrophenyl)-8-(2-hydroxyi.Tiethyl- 1 -methyl-pyrrolidin-3-yl)-5,7- 

dihydroxy-chromen-4-one; 

(+)-/ra/7s-2-(2-Chloro^^ 

yl)-chromen-4-one; 

(^-)-rr<r//?j-8-(2-Hydro^ 

chromen-4-one; 

(+/-)-rrtf/tf-5J-Dihydroxy-8-(2-l^ 
chromen-4-onc; 
(4Y-)-zrtf/w-2-(4-Amino^ 
ehromen-4-one; 

(H-/-)-/m/?5-8-(2-Hydroxyinethy]-l -methyl-pyrrolidin-3-yl)-5 ) 7-dimcthoxy-2--{2--rnethoxy- 

phenyl)-chromen-4-one; 

(+/-)-rra/?s-5/7-Di^^^ 

chromen-4-one; 

(-^)-/rt7/?5-3-Chloro-4-[8-(2-hydroxymethy]- 1 ^iiethyl-pyn'olidin-3-yl)-5 ? 7-dirnethoxy-4-ox(>-4H- 
chromen-2-yl]-benzonitrile; 
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(^).fra/LvO-Chloro-4-[5,7-dihydroxy-8-(2-hydroxymeth 

chromen-2-yl]-benzonitrile; 

(+)-/ra«i-2-(4-Bromo-2-chto^^ 

dimethoxy-chromen-4-one; 

(+)-f/r//?.s-2~(4-Bromo-^^ 

3~yl)-chrornen-4-one; 

(+/-)-/ r<7 /76'-2-(2-CM^ 

yl)-5,7-dimethoxy-chromen-4-one; 

(+/-)-//wtf-2-(2-Chloro^ 

methyl- 1 -mcthyUpyrrolidin-3-y!)-chromen-4-one; 

{-r/-)-rrrt/tf-2-(2-C^^ 

dimethoxy-chromen-4-one; 

(4-/-)-nrm.s-2-(2-Chloro^ 

p>Trolidin-3-yl)-chromen-4-one; 

(-^/-)-/r^/t5-2-(2-Chloroo-fluoro-phenyl)-8-(2 -hydroxymethyl-l-methyl-pyrrolidin-3-yl)-5,7- 
dimethoxy-chromen-4-one; 
(V-)~/rtf/is-2-(2-Chloro-5^ 
pyrrolidin-3-yl)-chromen-4-one; 
(+/_)_ /ra ^v-2'(2-Chloro-5-methoxy-phenyl)-8-(24iy 
dimethoxy-chromen-4-one; 
(>/-)-fr<mv-2-(2^ 
pyrrolidin-3-yl)-chromen-4-one; 
(+/-)-/rtf/is-2-(2-Ch!o^^ 
pyrrolidin-3-yl)-chromen-4-one; 
(H-/-)-r ra «5-8-(2-A7jdomethyl-l-mcthy!-pyrrolidin 
chromen-4-one; 

(-h'-)-rnrms-8-(2- Aminomethyl- 1 -methyl-pyiToIidin-3-yl)-2-(2-chloro-phenyl)-5,7-dimethoxy- 
chromen-4-one; 

{+J-)-trans-Z-(2- Aminomethyl- 1 -methyl-pyrrolidin-3-yl)-2-(2-chloro-phenyl)-5 > 7-dihydroxy- 
chromen-4-one; 
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(+/.)-/r«/w-3-{[2-(2-Chloro-phenyI)-5 J-dimethoxy-4-oxo-4H-chrornen-8-yl]-I-methyl- 

pyrroIidin-2-yl}-acetonitrile; 

(+/-)-/ratts-{3-[2-(2-Ch!oro-phen^^ 

pyrrol idin-2-yl } -acetoni trile; 

(^/-)-//^/75-2-[2-Chloro-phcnyl-8-(2-mercaptomethyl- 1 -methy]-pyrroIidin--3-yl)]-5 ? 7-dimethoxy' 
chromen-4-one; 

(+/-)-fra/?5-2-(2-Chloro-phenyl)-5 J-dihydroxy-8-(2Mriercaptomethyl-l-rnediyl-pyrrolidin-3-yl h 
chromen-4-one; 

{-rl-)-trcms- Acetic acid 3-[2-(2-chloro-phenyl)-5 J 7-dimethoxy~4-oxo-4H-chromen-8-y]]-l»(4« 
methoxy-phenyl)-pyrrolidin-2-ylmethyl ester; 

(^/-)-//w?5-2-(2-Ch]oro-pheriyl)-8--[2-hydroxyi-nethyl- 1 -(4-methoxy-phenyl)-pyrrolidin-3-yl]-5.7- 
dimethoxy-chromen-4-one; 

(+/-)-rr«m*-2-(2-Ch]oro-phenyl)-5 ,7-dihydroxy-S-[2-hydroxymethyl-l-(4-methoxy-phenyl)- 
pyrrolidin-3-yl]-chromen-4-one; 

{+/-)-trans- Acetic acid-3-[2-(2-chloro-phenyl)-5 ? 7-dimethoxy-4-oxo-4H-chromen-8-y!] 1- 
propyI-pyrrolidin-2-ylmethyl ester; 
(+/-)-/ra^-2-(2-Chloro^ 
chrornen-4-one; 

(+/-)-/ran5-2-(2-ChIoro-phenyl)-5 J-dihydroxy-8-(2-hydroxymethyl-l-propyl-pyrrolidin-3-yl)- 
chromen-4-one; 

(4-/-)-/ra/z5-2-(2-Chioro-4-nitro-phenyl)-5J-dihydroxy-8-(2-hydroxym 
3-yl)-chrorncn-4-one; 

(4-/-)-/m/75-2-(2-Bromo-4-nitro-phenyl)-5J-dihydroxy-8-(2-hydrox 

3-yl)-chrornen-4-one; 

(+/-Hra^-3-Chloro^ 

chromen-2-yl]-benzoic acid; 

(+/-)-/rrws-3-Bromo^ 

chrornen-2-yl]-benzoic acid; 

(+;-)-/rtf«s-2-(2-Chloro 

pyrrolidin-3-yl)-chromen-4-one; 
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(+/-)-/ra#7j-2-(4-A^ 

pyiTolidin-3-yl)-chromen-4-one; 

(f/-)-fra/?s-2-(2-BroiT^ 

pvTrolidiiv3-yl)-chromen-4-one; 

(+/-)-frrtm-2-(4-Arnino-2-bra^ 

pynolidin-3-yl)-chromen-4-one; 

(+/-)_f/ W w-4-Chloro-3^ 

chromen-2-yl]-benzoic add; 

(+/-)-/m/7S-4-Bromo 

chromen-2-yl]-benzoic acid; 

(+/-)-fm/7s-4-Bromo-3-[5J-dniydro 

chromen-2-yl]-N-hydroxy-benzamide; 

(^/-)-r/Y//2s-4-Ch]oro-34^ 

chromen-2-yl]-N-hydroxy-benzamide; 

(^/-)-fra«s-3-Chloro-4-^ 

chromcn-2-y)]-N-hydroxy-benzamide; 

(+/-)-//-™s-3-BroirK)-4-^^ 

chromen-2-yl]-N-hydroxy-benzamide; or 

(~/-)-fr^-2-(2,4-Difluoro-^^ 

yl)-chromen-4-one; 

(~W/r//;s-2-(2^ 

dimethoxy-chromen-4-one; 

(+V/rrt/7.v-2-(2-Chloro-3-fl^^ 

3-y])-chromen-4-one; 

(^)-/ra/j5-2-(2-Bromoo-fluor^^ 

dimethoxy-chromen-4-one; 

(^)-/r^;75-2-(2-BromoO-fluoro-phenyl)-5J-dihydroxy-8-(2-hydroxyinet^ 
3-yI)-chromen-4-one; 

(^)-//r/«j-2^2-Bromo-5-fluoro-phenyl)-8-(2-hydroxyniethyl- 1 -methyl-pyrrolidin-3-yl)-5,7- 
dinnethoxy-chromen-4-one; 
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(+)-rw W j-2-(2-Brom^ 
3-yl)-chrornen-4-one; 

(+).rran5-2-(2-Chloro-5-iodo-phenyl)-8<2-hydroxy^ 

dimethoxy-chromen-4-one; 

(-r>/r^2-(2-Chloro-5-iod 

yl)-chrornen-4-one; 

(+)-,™m-2-(2-Bromo-5-^ 

dimethoxy-chromen-4-one; 

(4>/™«s-2-(2-Bromo-5-ch^^^ 

3-yl)-chromen-4-one; 

(-r/-Hrm7*-2-(2-^^ 

3-yl)-chromen-4-one; 

(+)-/ ra ,w-2-(2-Bromo^ 

dimethoxy-chromen-4-one; 

(+)-rra«- 2-(2-Bromo-^ 

3-yl)-chromen-4-onc; 

(+)-/,rms-2-<4-Amino-2^ 

dimcthoxy-chromen-4-one; 

( + ). /m ^-2-(4-Amino-2-bromo-pheny])-5J-^ 

3-yl)-chromen-4-onc; 

(+)-,, W i5-2-(2-Bromo-4-iT^^ 

dimethoxy-chromen-4-one; 

(^-//w*s-2-(2-Bromo-4-^^^ 

p>Trolidin-3-yl)-chromen-4-one; 

(+)-/r^w^2-(2-Bromo-4-hydroxy-phenyl)-5J-dihyd 

pyrrolidin-3-yl)-chronnen-4-one; 

(+y trans -Acetic acid 8-(2-acctoxyraclhyl-l-methyl-pyrroHdinO-yl)-5 
phenyl )-4-oxo-4H -chromen-7-yl ester; 

(4-)-r ra ^5-2-(2,4-Dichloro-5-fluoro-phenyl)-8-(2-hydroxym methyl-pyrrolidin-3-yl)-.i,7- 
dimethoxy-chromen-4-one; or 
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(^)-/rc7/i5-2-(2,4-Dichloro-5-fluoro-phenyl-5 ,7-dihydroxy-8-(2-hydroxymethyl-l -methyl- 
pyrrolidino-yl)-chromen-4-one. 

Claim 12 (previously presented) 

12. A pharmaceutical composition for the treatment of a disease or disorder mediated 
by inhibition of cyclin dependent kinase, comprising a therapeutically effective amount of a 
compound of general formula (Ic) or a stereoisomer, optical isomer, pharmaceutically acceptable 
salt, or pharmaceutical!)' acceptable solvate thereof as claimed in claim 1, and a 
pharmaceutically acceptable carrier. 

Claim 13 (previously presented) 

13. A pharmaceutical composition for the treatment of a disease or a disorder mediated by 
inhibition of cyclin dependent kinase, comprising a therapeutically effective amount of a 
compound of general formula (Ic) or a stereoisomer, optical isomer, pharmaceutically acceptable 
salt, or pharmaceutically acceptable solvate thereof as claimed in claim 1, and at least one further 
pharmaceutically active compound, together with a pharmaceutically acceptable carrier. 

Claim 14 (previously presented) 

14. A method for the treatment of a disease or a disorder mediated by inhibition of cyclin 
dependent kinase to a patient in need thereof, comprising administering an effective amount of a 
compound of the formula (Ic) or a stereoisomer, optical isomer, pharmaceutically acceptable salt, 
or pharmaceutically acceptable solvate thereof as claimed in claim 1 . 

Claim 1 5 (previously presented) 

1 5. A method for the treatment of a disease or a disorder associated with excessive cell 
proliferation in a mammal in need thereof, comprising administering to said mammal a 
therapeutically effective amount of the compound of the formula (Ic) or a stereoisomer, optical 
isomer, pharmaceutically acceptable salt, or pharmaceutically acceptable solvate thereof as 
claimed in claim 1. 
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Claim 16 (previously presented) 

16. The method of claim 14, wherein the disease or disorder mediated by inhibition of cyclin 
dependent kinase is cancer. 

Claim 17 (previously presented) 

] 7. The method of claim 15, wherein the disease or disorder associated with excessive cell 
proliferation is cancer. 

Claim 18 (currently amended) 

1 8. The method of claim 1 6, wherein the cancer is selected from the group consisting of 
cervical, breast, prostate, lung and hyotiolytic histiocytic lymphoma and breast cancer . 

Claim 19 (currently amended) 

1 9. The method of claim 1 7, wherein die cancer is selected from the group consisting of 
cervical, breast, prostate, lung and hystiolytic histiocytic lymphoma and breast canc e r . 

Claim 20 (original) 

20. A process for the preparation of a compound of general formula (Ic) 5 as claimed 
in claim 1 . or a pharmaceutically acceptable salt thereof: 




(lc) 
wherein 

R, , R 2} R3, R4, R5, Rfi and A are as defined, 

which process comprises reacting a compound of formula (XA): 
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R 6 



XII A 

wherein in each case R l? R 2? R3, R4.R5.Rc and A are as defined, with an organic or inorganic 
base, subsequently adding an acid to the reaction mixture capable of effecting cyclization, t ien 
adding an organic or inorganic base, and, if appropriate, converting the compound of formula 
(Ic) into a pharmaceutical^ acceptable salt. 

Claim 21 (original) 

21. A process according to claim 20, wherein the compound of formula (XIIX) is obtained by 
reacting a compound of formula (XIA) 
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«6 



XIA 



wherein R 2 , R3, R5, Rf> and A are as defined above, with a carboxylic acid ester, an acid 
halide, or an activated ester in the presence of an organic or inorganic base in organic or 
inorganic solvent . 



Claim 22 (original) 

22. A process for the preparation of a compound of formula (XIIIA) or a pharmaceutical!}- 
acceptable salt thereof: 




XIIIA 

wherein R !s R 2 , R?, R4 , R5 and R 13 are as defined in claim 1, comprising reacting a compound of 
formula (VIIA) 
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wherein R l( R 2 , R 3 , R4 , R5 and R, 3 are as defined in claim 1, with a reagent suitable to effect 
replacement of the -OH group on the piperidino ring by a leaving group, in the presence of an 
organic or inorganic base, followed by adding a suitable organic base in the presence of a 
suitable organic solvent to effect contraction of the piperidino ring, and, if appropriate, 
converting the resultant compound of formula (XIII) into a pharmaceutical^ acceptable salt. 

Claim 23 (cancelled). 

Claim 24 (previously presented) 

24. The compound of claim 4, wherein Rn is hydrogen. 
Claim 25 (previously presented) 

25. A pharmaceutical composition for the treatment of a disease or a disorder, associated 
with excessive cell proliferation, comprising a therapeutically effective amount of a compound 
of general formula (Ic) or a stereoisomer, optical isomer, pharmaceutical ly acceptable salt, or 
pharmaceutical^ acceptable solvate thereof as claimed in claim 1, and a pharmaceutical y 
acceptable earner. 

Claim 26 (previously presented) 

26. A pharmaceutical composition for the treatment of a disease or a disorder associated with 
excessive cell proliferation, comprising a therapeutically effective amount of a compound of 
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general formula (Ic) or a stereoisomer, optical isomer, pharmaceutical^ acceptable salt, or 
pharmaceutical^ acceptable solvate thereof as claimed in claim 1, and at least one further 
pharmaceutical^ active compound, together with a pharmaceutical^ acceptable carrier. 
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